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Batch No.: P58 

Group Art Unit No.: 1711 

(R,S)-N4a-(methoxycarbonyl)b e nzyl]-7-hydroxy-2-phenylqumoline-4- 

carboxamide; . A 

{R , s) .N-[a-(carboxy)benzyl>7-methoK y -2-pheny)qain 0 lme-4-carboxarmde 

^S)-N-(a-(methoxycarbonyl)benzyl]-2-(2-thi6nyl)quinoline-4-carboxainide; 
k's>N-[a-(methoxycarbonyl)be n zyl]-2-(2-furyl)quinoline^ 

J sU a-Cmethoxycarbo^^ 
SsUUUthoxycarbonyl)^ 

(R S)-N-[a-(methoxycarbonylmethyl)benzyl]-2-phenylquinolme^-carboxaim 

r R sw^r^ singie diast; 

(RS)-N-(a-ethylbenzy^^ 

(RS)-N-(a-cthylb e n Z yl)0-n-butyl-^phenylquinoline-4-carboxannde; 
carboxamide; 

(RSVNKa-ethylbenzyO-S-hexyJ^-phenylquiTioli^-carboxarmde; 
(.HSVNKa-thylber^y^-S-rnethyl^-phenylquinoUne^carboxanudj, 
+).(R)-N.(a-ethylbenzyn-3-methyl.2.phenylquinolire^-c aI box^ 
(R,S)-N-[a-(methoxycarbon y l)benzyl]-2-(2-m e thoxy P hen y l)qui P ohne-4- 

carboxamide; 

(R SVN-Ca-ethylbenzyD-S-phpnyl^^phenylquinoline^arboxainide; 

(R,bj in ia ein> j *- finoroTjhenvl)quinoline-4-carboxamide; 
(R S)-N-[a-(methoxycarbonyl)bex.zyl]-2<2-fluoropnenyuquin 

(RS)-N-[a-(ethyl)-3,4-di^^ 

(R'sj-N-la-ChydroxyTnethyObenzyJl^-phenylquixioUne^-carboxanude; 
(RSVN-(a-ethylbenzyl)-2-phenylquinoline-4-carboxanude; 

(RSVN-Ca-ethylbenzyD-S-methyl-Z-phenylquinoUne-^carboxamide; 
CRY>-N-[«-<n^ 

(R's).N-[a-(methoxy ro ethyl)benzyl]-2- P h6nylquinoline-4-caxboxatiuae; 

(RSyN-La-Cmethoxycarbo^ 
UsU^methoxyca^ 

(RS)-N-(a-n-propylbenzyl)-2-pheDylquinoline-4-carboxamide; 
(R's)-N-(a-ethylbenzyl)-3-ethyl-2-phenylquir.oline-4-carboxainide; 

(RS)-N<a- e tnylb e nzyl)-3^ 
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3 - 



^yli a 2y^y6~ S^ethyl-Z^broxnophenyDq-ol^- 



(-)-(S)-N-(a-ei 

carboxamide; 




RS)-N-[(l>dlphenyl)=thyn-2-phe n ylquinoline.4-arboxam.de ; 
MKS>N-(a-ethylW)-3-n.«^^ 

(-MSVN-Ca^thylbcn.yO-S-ca.yl-l-phenylquinolin^arbo^de; 

^S).N-[tt-(in et boxycarbon y l)bcnzyll-2K2-pyrTyl)quinolinc^carboxanilcle; 

(R^-N-Cl-indanyD^-phenylqurooliBe^-caiboxanBds; 
(RSl-N-(a-n-butylbcn2yl)-2-phenylqoinotae^-c«boxamide; 

(R'.SVN-Ca-heptylbenzyDJ-ph.nylquinoHne-l-caiboxam.de; 
(R S)-N-[a^n!ethoxyciirbonyl)b^ 

(RisJ-N-Ca-CmethoxycarbonyDbenzyll^methoxyphenyOqainohne^- 

carboxamide; 

N-Cl-phenyJcyclopentyD-l-phenylquinoline^-carboxamide; 
(R,S)-N-[a-(methoxycarbonyl)benzyl>2-(4-hydroxy P henyl)quinohne-4- 

carboxamide; A 
(R,S)-N-ta<methox y carbon y l)benzyl]-2-(3,4-methylendi 0 xyphenyl)quir.ohne.4- 

carboxamide; 

N-(a,a-dimethylb e nzyl)^-phenylquinoli n e-4-carboxamide; 

(R SVN-La-CethyO^-methylbenzyn-^phenylquinoline^-carboxanude; 

aiWN-[a-(methoxycarbonyl)b^^^^ 

(Rls)-N-[a-(methoxycaTbonyl)benzyl]-2-(3 ( 4-dichl 0 rophenyl)quino]^ 

carboxamide; 

()-(R)-N-[aKarniDomethyl)b e nzyl]-2-phenylqainoUne-4-carboxamide; 
(^^^-NKa^thyl^r^y^-S-amino^-phenylquinoline^-carboxainide; 
(^-(^-N^thylbenzyl^-chloro^-phenylquinohne-^carboxanude; 
(- H S)-N.(o- et hylb6nzyl)-3-brom 0 -2- P hen y lquinolin 6 -4-c a rboxa m jde; 
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Serial No.: 08/450,437 
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Group Art Unit No.: 1711 

(R,S)-N-(a-bo-propylb en zyl)-2-ph e nylquinoUne-4-carboxainid e ; 

(-)^(S)-N-(a-ethylbenzyl)-2-phcnylquinoline-4-cartJox a inide; 

(^-(RJ-N-^-ethylbenzyD^-phenylquinoline-^arboxamide; 

(RS)iHa-(me^ 
(RSVN-ta^methoxyc^bonyUb^^ 

(RS)-N-[a-<methox y carbony^^ 

(RS)-N-(a^thylb e n Z yl)-3-hydroxy-2-phenylquinoline^-caxboxamicl6; 
(R!s)-N.[a-(methoxycarbonyl)benzyl]-8-acetyloxy-2-phe n yl q uinoline-4- 

carboxamide; 

(R,S)-N-[o-(m e thoxyca r bonyl)b 6 nzyl]-8-hydroxy-2-phe ny lquinoline-4- 
carboxamide; 

(R,S)-N.[a-Cmethoxycarbonyl)benzyl]-2K2,4.dichl O ropheny0quinolme^ 

carboxamide; 

(-)-(R)-N-ta-Cmethoxycarbonyl)-4-hydroxyb e nzyl]-2-phenylquinolme-4- 

carboxamide hydrochloride; 
N-diphenylm6thyl-2^phenylquinoUne-4-carboxamide; 
(.)-(S)-N-(a-ethylbenzyl)-3-hydroxy.2-phenylquinoline-4-carboxamide; 
( + )-(R)-N-(a-ethylbenzyl)-3-hydroxy-2.phenylquino]in e -4-carboxamid e ; 
(-)-(R)-N-[a-(methoxycarbonyl)benzyl>3-hydroxy-2-phenylquinoline^- 

carboxamide; 

(RS)-N-[a<dimethy)anun 0 carbonyl)be M yl]-2- P henylquinoline^-caTboxam.de; 
(RS)-N4a.(atiunocarbonyl)bcn Z yl]-2-phenylquinoliT,e-4.carboxaiT.id e ; 
(RS^N-ta^l-pyrrolidinylcarbonyl^yll^-phenylquinolme^-carboxarnide; 

U-(R)-N^( C arboxy)benzyl^^ 
RS)-N-[a-(methoxycarbony^^^ 

(RU-L^niethoxyc^ 

CR,S)-N-[Mn»^ 

carboxamide hydrochloride; 
(RS)-N-[a-(methylcarboi 1 yl)ben Z yl]-2-phenylquinoline-4-carbox a micle; 

(R's)-N-[a-(2-hydiox y ethyl)b e nzyl]-2-phenylqainolin 6 -4-carboxamide; 

(.)-(S)-N<a-ethy]ben Z yl)-3-(2-dirneihylarninoethoxy)-2-phenylquinohne-4- 

carboxamide hydrochloride; 
( . ) .(S)-N^a-ethylben Z yl)-3-acetylan 1 ino-2.phenylqvMnoline^- C arboxamide; 

( .)-(S)-NKa.-ethylbe M yl)-3-(3-dimethylarnino P ropoxy)-2-phenylquinoline-4- 
carboxamide hydrochloride; 
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^^^^ 

carboxamide; 
N _( a , a -din,emylbenzyl)-3^^^ 

N^aa-din.ethylbenzyn-S-anrino^^phenylquinoline^ca^oxanude; 
W . ( S)-N<a-eth y lbenzyl).5-methyl-2-phenylqumoline^catboxannde ; 

s)-N^[a-(l-hydroxyethyl)benzyl]-3-mc^ 

(R , S)-N.[a-(ethyn-4-p y ridylmeth y i]-2-phen y lquinoUne-4-carbox^ 
R's)-N4a-(eth y l)-2-thi e n y lm e thyl]-2-phen y iqumoline^arbo X anud e ; 

(+H S)-N-(a-eth y lbenzyl)-3^^^ 

carboxamide hydrochloride; 
(SVN-Ca^thylbenzyl^-methyl^^ 

sW-ethy^^ 
(S) -N-(a-ethylbenzyl)^^^ 

3±L 



W I^ound accor^ol^n^ot a salt or solvate thereof, m wh,ch: 
Z is phenyl, 2-chlorophenyl, 2-thienyl or cyclohexadienyl; 
R is methyl, eth y l, n-propyl, -COOMe, or -COMe; 
R2 is hydrogen or methyl; 
Ra is hydrogen, methoxy, or hydroxy; 

r! is hydrogen, methyl, ethyl, methoxy, hydroxy, amino, chlorine, bromine, 

Sneth 1 Jnoethoxy, 2-(l-phth a loyl)ethoxy, armnoethoxy, ^ 

dimethylaminopropoxy, dimethylaminoacerylamino, acetylammo, or dimethylannnomethyl , and 

Y is phe J ryj ; 2^hienyJ i ^ - —3 



^S^ha^u^al composition compris^Ic^o^cording to clairn^ 
or a phCaceutically acceptable a salt or solvatethere ^ ****** 

carrier. 




\ $4. A compound, or solvate or 



salt thereof, of foimula (I): 4 
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Hz R 




I is an optional* substituted phenyl group, or a naphthyl or C 5 - 7 cycloalkd,enyl group, or 
an optionally substituted single or fused ring heterocyclic group, having aromattc 
character, containing from 5 to 12 ring atoms and comprising up to four hetero-atoms in 
the or each ring selected from S, O, N; 

R is linear or branched Cl .g alky]. C3.7 cycloalkyl, C 4 -7 cycloalkylalkyl, an optionally 
substituted phenyl group or a phenyl alky] group, an optionally substituted hve- 
membered heteroaromatic ring comprising up to four heteroatoms selected from O and N, 
hydroxy C t 6 alkyl, amino Cl _ 6 alkyl, alkylaminoalkyl, di alkylaminoalkyl, 
Cl 6 acylaminoalkyl, C u6 alkoxyalkyl, C U6 alkylcarbonyl, carboxy, Cj. 6 
alkoxyxcarbonyl. Ci_6 alkoxycarbonyl C U6 alkyl, aminocarbonyl, Ci_6 
alkylaminocarbonyl, di C1-6 alkylaminocarbonyl, halogeno C,_ 6 alkyl; or is a group - 
(CH2) D - when cyclized onto Ar, where p is 2 or 3; 

R, is hydrogen or Ci 6 linear or branched alkyl, or together with R 2 form a -(CH 2 )n- group 
in which n represents 3, 4, or 5; or Ri together with R forms a group -(CH 2 ) q -, in which q 
is 2, 3, 4 or 5; 
R 2 is hydrogen; 

R 3 is hydrogen, Ci_ 6 linear or branched alkyl, Ci_6 alkenyl, aryl, C^fi alkoxy, hydroxy, 
halogen, nitro, cyano, carboxy, carboxamido, sulphonarnido, alkoxycarbonyl, 
trifluoromethyl, acyloxy, phthalimido, amino, mono- and di-Ci_ 6 alkylamino, 
-0(CH 2 ) r -NT 2 , in which r is 2, 3, or 4 and T is hydrogen or Ci_ 6 alkyl or it forms with 
the adjacent nitrogen a group 




or 




in which V and Vi are independently hydrogen or oxygen and u is 0,1 or 2; 
-0(CH 2 ) s -OW 2 in which s is 2, 3, or 4 and W is hydrogen or Ci_ 6 alkyl; hydroxyalkyl, 
aminoalkyl, mono-or di-alkylaminoalkyl, acylamino, alkylsulphonylamino, 
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aminoacylamino, mono- or di-alkylaminoacylamino; with up to four R 3 substituents 
being present in the quinoline nucleus; 
R 4 is C!_ 6 linear or branched alkyl, alkenyl, aryl, alkoxy, hydroxy, halogen, nitre, 
cyano, carboxy, carboxamido, sulphonamido, alkoxycarbonyl, trifluoromethyl, 
acyloxy, phthalimido, amino, mono- and di-Ci_6 alkylamino, 

-0(CH 2 ) r -NT 2 , in which r is 2, 3, or 4 and T is hydrogen or Ci._6 alkyl or it forms with 
the adjacent nitrogen a group 





l fifi9 7 I or 




in which V and Vi are independently hydrogen or oxygen and u is 0,1 or 2; 
-0(CH 2 ) S -OW 2 in which s is 2, 3, or 4 and W is hydrogen or Ci_ 6 alkyl; hydroxyalkyl, 
aminoalkyl, mono-or di-alkylaminoalkyl, acylamino, alkylsulphonylaroino, 
aminoacylamino, mono- or di-alkylaminoacylamino; with up to four R 3 substituents 
being present in the quinoline nucleus; 

or R4 is a group -(CH 2 )f when cyclized onto R5 as aryl, in which t is 1, 2, or 3; 

R 5 is branched or linear Ci_6 alkyl. C3.7 cycloalkyl, C4.7 cycloalkyl alkyl, optionally 

substituted aryl, wherein an optional substituent is hydroxy, halogen, C^g alkoxy or Ci_6 
alkyl, or an optionally substituted single or fused ring heterocyclic group, having aromatic 
character, containing from 5 to 12 ring atoms and comprising up to four hetero-atoms in 
the or each ring selected from S, O, N; 

Xis O, S, orN-C=N. 

60. A compound, or solvate or salt thereof, of formula (lb): 

N 1 — 




Y 



(lb) 



in which: 

R is linear or branched <2\_% alkyl, C 3 _ 7 cycloalkyl, C^ 7 cycloalkylalkyl, an optionally 
substituted phenyl group or a phenyl C^6 alkyl group, an optionally substituted five- 
membered heteroaromatic ring comprising up to four heteroatoms selected from O and N, 
hydroxy Cj_6 alkyl, amino Ci_g alkyl, alkylaminoalkyl, di C^g alkylaminoalkyl, 
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Ci 6 acylaminoalkyl, alkoxyalkyl, C^e alkylcarbonyl, carboxy, Ci. 6 
alkoxyxcarbonyl, C^ 6 alkoxycarbonyl Cj.6 dkyl. aminocarbonyl, Ci_6 
alkylaminocarbonyl, di Cl _ 6 alkylaminocarbonyl, halogeno C W alkyl; or is a group - 
(CH 2 ) p - when cyelized onto Ar, where p is 2 or 3; 
R 2 is hydrogen; 

R 3 is hydrogen. C W linear or branched alkyl, C^fi alkenyl, aryl, C X _e alkoxy, hydroxy, 
halogen, nitro, cyano, carboxy, carboxamido, sulphonamido, C u6 alkoxycarbonyl, 
mfluoromethyl, acyloxy, phthalimido, amino, mono- and di-Cx.6 alkylamino, 
.0(CH 2 )rNT 2 , in which r is 2, 3, or 4 and T is hydrogen or C x _ 6 alkyl or it forms with 
the adjacent nitrogen a group 

or 





in which V and Vi are independently hydrogen or oxygen and u is 0,1 or 2; 
-0(CH 2 ) s -OW 2 in which s is 2, 3, or 4 and W is hydrogen or Ci_6 alkyl; hydroxyalkyl, 
aminoalkyl, mono-or di-alkylaminoalkyl, acylamino, alkylsulphonylamino, 
aminoacylamino, mono- or di-alkylaminoacylamino; with up to four R 3 substituents 
being present in the quinoline nucleus; 
R 4 is C!_ 6 linear or branched alkyl, alkenyl, aryl, C U6 alkoxy, hydroxy, halogen, nitro, 
cyano, carboxy, carboxamido, sulphonamido, alkoxycarbonyl, trifluoromethyl, 
acyloxy, phthalimido, amino, mono- and di-Ci_6 alkylamino, 

-0(CH 2 ) r NT2, in which r is 2, 3, or 4 and T is hydrogen or Ci_6 alkyl or it forms with 
the adjacent nitrogen a group 

N-S or 

in which V and Vi are independently hydrogen ot oxygen and u is 0,1 or 2; 
-0(CH 2 ) s -OW 2 in which s is 2, 3, or 4 and W is hydrogen or Ci_6 alkyl; hydroxyalkyl, 
aminoalkyl, mono-or di-alkylaminoalkyl, acylamino, alkylsulphonylamino, 
aminoacylamino, mono- or di-alkylaminoacylamino; with up to four R 3 substituents 
being present in the quinoline nucleus; 
or R4 is a group -(CH 2 ) t - when cyelized onto R5 as aryl, in which t is 1, 2, or 3; 
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Z is phenyl or phenyl substituted by hydroxy, halogen, Ci. 6 alkoxy, alkyl or Z is a 
single or fused ring heterocyclic group, having aromatic character, containing from 5 to 
12 ring atoms and comprising up to four betero-atoms in the or each ring selected from S, 
O, N or Z is C5.7 cycloalkdienyl; and 
Y is C3.7 cycloalkyl, phenyl or phenyl substituted by hydroxy, halogen, alkoxy, or 
C!_ 6 alkyl, or Y is a single or fused ring heterocyclic group, having aromatic character, 
containing from 5 to 12 ring atoms and comprising up to four hetero-atoms in the or each 
ring selected from S, O, N. 



g Splec 

&L A compound, or solvate or salt thereof, of formula (I): 
' R 2 I? 




in which: 

Ar is an optionally substituted phenyl group, or a naphthyl or C5.7 cycloalkdienyl group, or 
an optionally substituted single or fused ring heterocyclic group, having aromatic 
character, containing from 5 to 12 ring atoms and comprising up to four betero-atoms in 
the or each ring selected from S, O, N; 

R is linear or branched C^g alkyl, C 3 _7 cycloalkyl, C 4 _ 7 cycloalkylalkyl, an optionally 
substituted phenyl group or a phenyl Ci_6 alkyl group, an optionally substituted five- 
membered heteroaromatic ring comprising up to four heteroatoms selected from O and N 4 
hydroxy C^ 6 alkyl, amino C^g alkyl, alkylaminoalkyl, di C^g alkylaminoalkyl, 
Ci_6 acylaminoalkyl, Ci_ 6 alkoxyalkyl, C^g alkylcarbonyl, carboxy, C^g 
alkoxyxcarbonyl, Ci_$ alkoxycarbonyl Cj_6 alkyl, aminocarbonyl, Ci_g 
alkylaminocarbonyl, di C^e alkyiaminocarbonyl, halogeno alkyl", or is a group - 
(CH2) p - when cyclized onto Ar, where p is 2 or 3; 

R x is hydrogen or C^g linear or branched alkyl, or together with R 2 form a -(CH2)n- group 
in which n represents 3, 4, or 5; or Ri together with R forms a group -(CH2)q-, in which q 
is 2, 3, 4 or 5; 

R 2 is hydrogen; 

R 3 is hydrogen, Ci_ 6 linear or branched alkyl, Cj.6 alkenyl, aryl, Ci_6 alkoxy 7 hydroxy, 
halogen, nitro, cyano, carboxy, carboxamido, sulphonamido, Ci_g alkoxycarbonyl, 
trifluoromethyl, acyloxy, phthalimido, amino, mono- and di-C^g alkylamino, 
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